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2. iff iHSJfcofEffl 
1. 5t(I): 
0 0 

+ , (i) Ri3$ f C2~CncO 7 ;u * fgjja 
7 ;u 4- - ;u (a^i r ;u * - ;u -> ? n r * * 

i t> 7 7 ;u * /s □ y Mtfg^r ;u * 

R2.R3.R4O I*) «0^"'i < t <> loXW2oW±75<f£ 
^ 7 * ^ - >l,&, ffta 7**iJI/g, filft 7 )U 4 
5 ^S,C2-C 5 07v;H, r 'J - 

7 h *, fcfo 7 >\, * ; U 



W*, ->7 / &, - Y og, r 5 J &,1S:$t7 * 

7 * n * ->£, T - A/ * * •> * ;i/ * 
Zli(&a7^3*v*;w.-K-;v^«-. i tP* 

R5»i*y!?J^?-,^D r > w.?,ci~Cn<D 7 a> 
+ ^l,I^?at *> J: v>7 'J -JUS.Xliglft 
?h.tUv>7 7;^ Reiid-CnO 7 
* * f£i^ 7 >v t - ft«t t * * - S, 
-> ^ u 7 )\< * gigk 7 ;b 3 * -> 7 ;u * >u ^, 

77)i/t*$,ADr>ft7;i' + *S > ^-SvMi 
5t L < I±6*<7)HIHISS, XI4R 5 fcR6li-*g 
^-(CH 2 ) m - (m«i3<> L < tt4)t: * HITtlgM 

(ii) Ri^SlftS *tr t J: v»7 'J - ;u£-C$> 
4 li . R2, R3, R40 ftn'Jr* < t 4 10 X 

i±2oia±**ia#a 7 /u - i&a 7** = * 
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* ;u X ^ * - ;vi f fta r ;u * >v x ;i/ 7 ^ - )\, 

* * : s 7 t Y & t it 7 ;u * ;u 7 l ; 7 )i> * ;v 

lE^^nyvgf, '>7;|,-^n$,7^ 
>> ffift 7;i/ + ^I,^oy>ft 7 ,1, * ;l , 
t FD*^,ift7^3*'/$, r »; - A/* 

lft?firt J:w77^*^$, Re *iCi~ 
Cn*> r * * ;i/ f£& 7 y - ;u 7 ;u 

* - v * n r ;u * fift r * zj * -> 7 

*I8iS> Xf±R 5 tR 6 (±-^tc-.(CH 2 )m- (mti 
3Xli4)£^a^ft;§;P>fcL ; 
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(iii) R x ^> f ^Sti^S^Uli, R 2 ,R3, 
R4<7>{*|<7,^fc < t 6l-3Xtt2oJ£l±34«ft&7/w 

* - jv «; fim 7 ;v * - ;v 7 * * * f - * 

* ;u S 7 v 7'j-;i/f-^ 

> ;Vt> 7 P m > eft7^*;ux/u*^;u$ f jg: 
*fc7;i/*;i/x;U7 <f - ^S,ftv7t hg, > 
7;^^7U7i^;v|,X liN-7 v )U 7 I 
smt&ML* &*) 

•>7yS,^D| > 7U8,6a7;^^|, 
^ny HtfiS7;^^S, t Ko*** f jftfc 

7^3^yS,7'j-jl,ny|,*;l/ *' * v 
S> Xli(Sa7;^^v^;kf-;i/S^iP ( $t 

**&,B»$*iT4 i:^T') -A'*,XttB» 
£ftT4 iv>77;^^I, R6tiC 2 -Cn^7 

* * 7 )i> >r - f£^7 ;u * - 
? °7J^;i/S, fftft r ;u n * x 7 ;u * 

BJ£3 ttr U^7V -^* f B»S*iT 4 J: 
T7 ;W*n>£ f /\n Y>it7 **W± 



54 L < (26Ao*#3|t£, XttR 5> R 6 tt-»f 
^-(CH 2 ) m - (m»±3Xtt4)t^*i-C*Ljei* L ; 

(iv) Ri,R6^*tC^ f-lHt-C****^!*, 
R2,R3,R4^^<7)^^ < it t loXli2otl±* f ffi 
« 7 ;Hr - ;u ^, ft« 7 ;u * - ;u 7 ;u * 

^^tm 9 ^)V X ^^,02^05^7 7 'J - 

^ *, 7^H^;i/7-f-;i/i,fty7t 
->'7;^;k7 ^ y 7 ;u * ;u& f X<±N-7 •> 

fc=F, ->7y* ( - hngj; ;|,ftii7/v* 
>^ny >ffcfti&7;i/*;u£ f Ko*yS, 
f£*£ 7^3#*>S,7'i-;i/t + v 77 *- * 
vl, X fi filft 7 ;u n ^ v 77 ;i/ - ;u & £ M 1* 

R5I* o y > £ ?. t C1-C11O 7 * * )V m t B 

v^7 7 n.Sf*1-^ 0 ] 



2. *(I)<0Ri^i3tt^> 7;u + ;u,f£^7;i/y 

3. *( I )ORi^3- b';7;U^n>^;U7x- 
;U f 3-^ n n 7 x - jb f 3-7n ^ 7 x - ;l/,3~ h 

4. S(I)OR 5 ^> ^;u f xf^/$t* 

: 7. N-(4-7 »; ;W.2,6-'> # if;l^7x - ;U)-6-> f- 
;U_4_^ * 7.2-yn tT;!/.4H-^7 >-3-^ ^^^-t 
^ K, N.(4.7')H6.y'xf^7x-Jl/).5,6.y' 
y f-;U.4-+ * 7-2-yn t: ^-4H-t*7 >-3-77 
+ * S K , N-(4-^ > >' ^-2,6- v x ^ ;v 7 x - 
> f* ^-4- ^ * V -2- 7* n \£ ;l/-4H- b' 7 > -3- 
i) )V # * -9- = K % N-(4- ^ > v ;U-2,6- *>' x ;u 
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7 i - *)-5,6-v * f- *-4-* * V-2-7* n k? >U. 
4H- k: 7 > -3- 5 K , N-(2,6- >' x f - * - 
4-> -f * 7 x - ;U)-5,6-->* ^ f- /U-4-* * V-2- 
7* n tf ;u -4H- kf 7 > -3- * * ** * -9- 5 K , N-(2,6- 
-y x f- ;u-4-> f- ;u f- 1 7 x - ;i/)-6-> f- ^-4-^- 
* V-2- 7* o fcf JU-4H- k? 5 > -3- rt* +* # -f 5 K 

8. 5fc( I ) : 

0 0 j» 

_ <*> 

Re^o^Ri 



[j*;*, (i) Ri A < C2~Cn ^7^ + 
7 ;u t- - 7 n 7 * * 

* ftjft T fi> n * -> 7 * * * glfc 3 *t T t 
J: v» 7 7 * * /> a r >it<&fa7 * * 
Xli5i L < li6S<0^iIiS«-C*i^^^(i, 
R 2 ,R3,R4^(*)W^^ < t tloX«i2-PW±7i<fg; 
« r =. J\>m, ©fit 7 ;u * - )i>&, i&fa 7 * * 
5 *g,C2~C 5 <9 7 -> 7 y - 
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* f- * &, > * * 7* h 7 * * * X* * x 

7*****74 i^S.f t->rt 
h v 7 * * * 7 5 y 7 * * *g, X tiN-7 •> 
*7 3 U /Mjy> 

If, yr;5,;^|,7$y &,(S:!!i7 ** 
*£,/\ny >"(fcfi&7***&, t Ko + ->i, 
1£«fc7*3 * 7 - ** * •>&, i) **'* 
X»if&>!a7*3*^:fr *;Kx*££j§;P>t; 

Rsli^SSf- , "Hi" XF.f.Ci-Cuco 7 * 
**3£,g&£;h.T{> «t^7 >; -*«,xiig& 

HtUV'77JK*I, ReliCi-CiiO 7 

* * *&, IS* 7 ** x * *, fift 7iV + -*$, 
v * a 7 * * **, IS* 7 * 3 * -> 7 * * *36, 
SlftSttTfe J:v>7 'J -H'&.ffi&SitT t J: v> 
7 9***&,^oy>-ffc7***&, ;fe.&<,Wi 
5 4 I < i±6Mo^ig?a&, XiiRsfcReii-if 

U-(CH 2 ) m - (m(i3(> L < 1*4) * *l -iftl 



(ii) Ri**S»SifC 4 J: v» r V -*&T* 
a^-g-Kli, R2,R3,R4<^)I*IW^^ < t t lox 
Ii 20 JEl± tffcfa T)V>r=.)V&, &fa 7 * * x * 
&,\&fa7 fr* 5 *&,C2~C 5 0 7 

->*£, 7 v -*^*£,;< *#7" hg,1£*R7* 

* * X * * - * 26, 7*#^X*7^ - * 

36, f- * -> 7 t- h 26, 7 * * * 7 5 y 7 * * * 
26, X IiN-7 v ;v 7 5 J & «• jK« L, 5S •) li 7k 
Igf.^Dy^T.y?/^,; h d$, 7 5 
v «, ffift 7 ;u # a y > <b f&m 7 * * ;u 

^, t Kn 7 ;v :j 7.; -^i 

4r ii Xlifi^7 * •> * ;u 

Rsli^jc^Jlf, a r >-^.f ,Ci~Cn<0 7 

* Hft S ttT 4 J: v> 7 >; - ;W2E, * -5 vMi 
SftSiift iv»7?**^S, Re liCi- 
Cn<o 7 ;u * ;u 7 * r- - ;>/ &, f£m 7 ;u 
*^)l'S 1 -/?n7*t^i ) 7IV3 + -/7 
;p*;u3S,ffl»« *ir 4 «t </> 7 5 + a 
¥ >itT )\<*)U&* hh UMi5t L < li6^<7)H 



XliR 5 tR6li-TS^-(CH 2 )m- (mli 
3Xli4)£**t-?*i.jg:f!fcL ; 

(iii) Ri^M ^^«r**^^-ic«i, R 2 ,R3, 
Ri<r>fo<T)'}?tt < t <>10X»i2^W±55Mg:«l7;U 
r - fift 7JK-;i'S, i&B. 7 ^ + ;v f t 
•S, * * ^ C2~C 5 w r n,&, 7 | J- Ji'f t 
7* h&,i&®.7 >\<*>\'Z.>i'*-fr&,i& 
fa 7 ;w * ;u x ;u 7 -c - )V ^ t •> 7 7- h ^, V 

7***7 5 y 7 * * ;V IS, X IiN-7 -> * 7 5 
y««r§il*L, ?$>) liTjc^^^./Nny 
-> 7 y - h a is, 7 5 y &fa r ;u * * S, 
/> a r > 'ftiaSl 7 * * JU *, K K a 4r > &fa 
7 >v a * -> 7 'J - ;u + * v * ;u ** * •> 
S> Xii1&lft7*3 *.-K-*S*jSi*i- 

Rsiizk^.TS n r v Jf.f ,Ci~Cn<o 7 ;v 
*tr t i^7 -^/*,x«*flltt 
$^T<>J:(-»77***S, R6«iC2~Cn^7 
* * ISSi 7 ;u t- - * &, \&fa 7 >v*-fr&, 
•> 9 a 7 * * 7 * 3 * -> 7 * * * 26, 
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Mi&ZtlX t £v>7 y -^* t fi»Sft-Ci J: 

K-(CH 2 )m- (m(i3Xl*4)£*ft^ft;§;(*L; 
(iv) Ri f R6* f *fc:> f-^S-Ci^^^Uti. 

A 7 to + - g, ftft r;^;;H, r * 

H,v7j^ji/7; y T^^^« f x<iN-r v 

«fp '>r;S,-fDi,7^l, fiift r * * 
;U^ f /Nny 7 ;l^*^* f Ko^vg, 

<&& 7^3^*>S,7'J-jU^y«,*;^'K^ 

tt$iiTUv^7V -^S.XlififftSftT {> J: 
^7 y )i>*)\<&t:ZtL* r tigM-tZo ] 
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d fc*:4$gii:1-*|i£^3»Jo 

9. N-(4-7 y ;^-2,6- vxf;l/7i - ;l/)-6-> f- 
iM-t + V-^o tfJI^H-lf? >-3-rt fl**** 
^ K , N-(4-7 'J ;W-2,6- yxf ;l/7x- ^)-5,6- v 
> ;V-4-* * v.2.ya if ;V-4H-tf 7 >-3-# A** 

* * S K, N-(4-^ > *J JU-2,6- yxf/l/7x- 
;l/)-6-> f - ;V-4- * * V -2- 7 n if ;U-4H- kf 7 > -3- 

^ F\ N-(4-^ > y /I/ -2,6- v x. f- ;u 
7xz ;U)-5,6- v * f- ;U-4- * * v -2- r a if /U- 
4H- e 7 > -3-* ;u # * * 5 K% N-(2,6- v xfiw 
4-> f-;Uf-* 7 x ~;lO-5,6-->'> ^;U-4-* * 7-2- 
y n vf ;l/-4H- If 7 > -3- i] )V % h\ N-(2,6- 
•> # xf^4.> /I* f- * 7 x ^ ;l/)_6-> 

* 7 -2- 7 d if ;U-4H- *f 9 >-3- ;P * -fr l V 



W#fflU(i, 4-* * 7-4H-fc" 7 >-3-* 5 

k $ ft 4 - s oft t * ft * **-t ■« 

fl£*, 4-** 7.4H-tf 9 >-S-*^#**5 K 

tv^ e o-^°7-t F7-feF7-'J Kff(2-* a 
n % 2-7a^, 2,4- y * n n , 2,5- v * a a <a 

4CT)Sr> i4o°c-ci#mi#y 'j ymt&m-rz z 

tlZlvX, ttfoT h 2,6- V S + * 7 -N- 

7 x =• /U-4H- tf 7 > -3- £ l K co /n a y 

MallamsS XfS. S. Islaelstam, J. Org. Chem., 29, 
3548 (1964) ; A. K. Mallams, J. Org. Chem., 29, 
3555 (1964) #B3) 0 - <o y >j > g * ffl v^ 4 # 
S «i , R. Garner R VH. Suschitzky (J. Chem. 
Soc. (C), 186 (1966) ) ^S. Benjamin (J. S. Afr. 
Chem. Inst. 23, 34 (1970) ) K J: o X ffi (O 7 -t h 
T-fe ^7x<j K«(2-7 >\s* u , 2-k'^ 'J v 7 % 
2-^\ ^ -9* b K o 7 -tf If — ;l/ , 2^;^'jy, 2- 



Ifn 'J yV|)^^>/>f^7-i: h 7 - 'J KSSK 
iSffl^ft. 3k*lBi-*4.** V-4H-lf ^ >-3-^ ^ 

-5* <T> \fo , Zankowska - Jasinsca. W. ^(Zesz. 
Nawk. Uniw. Jagiellon., Pr. Chem. 1980, 25, 7 ; 
Zesz. Nawk. Uniw. Jagiellon., Pr. Chem. 1976, 
21, 141 #BB)tt^ >'/^!/7-fef7x»j 
3 m ^ ^ n y K t ftkS L T4-^ * 7-N,2,6- 

JDiSS.t/affl«ip-^ h n 7^ y > t v^-f > 
t^RCc^ttt LT, 2,6-*>'> f-;U-N-(4~ h 
n 7 x - ;V)-4-^ + V-4H- (f 7 >-3-^ ^ # 4 -fr 
^ K «:|i|jeLr^ *||g f 87, 1212(1967) 

#S?)o P *)f±2,6-> f > ^;^-4-^ + 7- 

4H-lf 7 >-3-*^* - >8i:ttftf t - y 
IL/:to-^oD7x.j > *E£d 5-^4 75*, 
2,6 v ^ f- ;U-4- 1 * 7-4H- \£ 7 >-3-* ;l/ ,1? >J& 
p.- FD7x-;l/xxf il't 0-^007-') > 
t «:110 o CT, 4.3«^ W ftnSfc^ * kN-(2-^ a □ 
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7 x - A)-2,6- v > 9 A-4- * * V-4H- tf 5 >-3- 

* A * * 5 K e> <x 2, C t 4 ffi £ L T <3 
(sl^JtiS, 87, 1351 (1967) #fig), |b]II$K2-7 5 

> t^RSi: J: o T?# hixh fcf n >-3-rt A*'* 

ifc, B8 45-31663 2: IS 14, <y»/7 

t&5«* ^ t *W at -*-*2,6- >'y 9 A -4-* * 
v-4H-kf9 >-3-*A;K**5 K£SO$¥i£?£Ko 
v» T L T J3 •) , 2,6- >' y 9 A-4-* * V-N- 
7 x - A-4H- tf 9 >-3- iJ A * * 5 K, 2,6- 'J 
J 9 A-N-(2-y f- A 7 x - A)-4- 1 * V -4H- fc? 7 
>-3- * A * * 5 K, N-(2- 9 o n 7 x - A)- 
2,6- v y 9 A -4- * * V -4H- e 9 > -3- i) A # * * 
5 K, 2,6- v y 9 A-N-(2-- h a 7 x - A )-4- * 

* V -4H- 9 > -3- ii A X * * 5 K , N-(2,5- >' * 
n a 7 x - A)-2,6-v y 9 A -4- * * V -4H- k* 9 > 
-3-* A -9- 5 K, 2,6- v y 9 A-N-(3-- h a 
7 x ^ A)-4-* * V-4H-tf 9 >-3-iJ A 5 
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K. 2,6- •>* * 9 A-N-(4-y 9 A- 7 x ^ A)-4- * * 
V-4H-fcf 9 >-3-* JU*** 5 K^COVT 1431 
Jfcffl K J: o T&ftttK frl * 5 ti X n a 0 IE K*D 
S I* = 3!(<I^$ftl£, 101, 43(1981) #fl3) 3- 

* a * y 9 o h 7- s ij Kt§ t -f > t 

©5l£^a# k L T2,6-v y 9- A -4-* * 7-N- 
7 x-;l/-4H-kf9 >-3-# A***-* 5 K, N-(4- y 
h4r v 7 x r. A)-2,6-->' y 9- A -4-* * V -4H- fcf 9 

2,6- v y 9- A -4- * * 7 -4H- f 9 > -3- ii A # * -fr 

(H. Toda 5. VS. Seto, Chem. Pharm. Bull., 19, 
1477(1971) #.BB), T 5 y e y >* > ^(T.Kato 
Chem. Pharm. Bull., 20, 133 (1972) ; ibid., 
28, 2129 (1980) 5. tfH. L. Yale ^, J. 
Heterocyclic Chem., 14, 637 (1977) # fig) f LT 
2-7 5 y -1,3,4-9- 7 'J TV- ;V(R. F. Lauer^, J. 
Heterocyclic Chem., 1& 291(1976) #flg)<O^JS 



^i£<0# ^8845-31663 -f-^SLli, 2,6-vVf 
;U^.^ + y.4H-f9 > -3- * *• * * 5 K&A*, 

Jil _h <o $0 < , r<o?5^i:fcit5jt(I)?S? 
(Bfl«jfc«fi£) 

w <o % bjj »i t se <n 5t ( 1 ) v m e *t * it & « s. 




(i) Ri*<C 2 -Cn<73 7 A#;l/^,©^7 
AT" - AS, ®jgl7 A + — A 3S, •> 7 a T A + A 
IS,fg;«k7A3 + '>7A*AS,a}ft$rvc4 X 

«45t l< lieMo^isias-c**^^^!*, R 2 , 

R3,R4<0(*I<0^->fc < t tloX(42oJiJl±74<{g:|5t 
7^r = *S,IM7;^-jH,M7 a* a 

9- + S. + A < A^,C2~C5<0 7 •> AS, 7 •) - A 
9 + S, > A * 7* h S, 16*8 7 A * A 7. A * - A 
7 A + A X A 7 -f -*S,f t'/7t h 

5, ->'7A#A7 5 y 7 A* AS.XUN-7 *> A 
7 5;i^ML, 55") i**3?/iF. : rV*nr->J£ 
9^ , v 7 y £, - h D |S, 7 5 / S, &®l 7 A * A 

6, "ny>it\&®L7 A + AS, k KDt'/*,ft 
«i7 An 4r ->S, 7 'J - A* * •>£. * A--K* -> 
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*• 

R5 «i ^ E» ? , /n n y > ^. ^, d-Cn <D 7 ;i/ 

;v * ;i/ & , &m 7 )\> *r - ;u & , ®. 7 ^ * - >v & , 
-> ? n r ;i/ * fiiia 7 ;v =1 * -> 7 * ;v 
g£Sit-C4 iKr'J-^i,f)ft5HT4 J:v> 
7 7)V*JU£,^ny>tt7)i'*)i'&. hi^ii 
54 L < <±6flO#|l5it&, Xt±R5tRe(i-*t 
K-(CH2) m - (mli34 L< li4)£ -e*t-C tlMM 

(ii) Ri^S!*? tiT 4 i v» 7 'J - )V Jt-C* 
R 2 , R3, R40 ft <o tt < t 4loX 

l±20 Jtt± 7 ;U * - jv g% 7 ;u * - ; U 

36, ftilR 7 fl< */U 5 ^S,C2~C5<07 

v^S.7 ay 7* 

* ;v x ;u * - tea 7 ;v * ;u x ;w 7 -f - >v 

S,?ty7t h- & , -J 7 )\s * )\s 7 5 J 7 A> * fU 
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-'S.iSlTJU-fl'S.AO r > VC1&I&.7 )V * >\, 
4$, fc: Kn + ->S,{5:«i7;u=»*->S ) r - ju * 
*->£,* Artf^^S, Xti®&7;H3* v*mu 

**&,g&S*i-C4 J: v» 7 'J wi 
iftsntt iv^^i^^s, Re iiCi~ 

Cu«0 7 JU * * {£0 7 * -Jr - ;U £ft 7 fl, 

*;*$,7^r^* >vm, isa 7 * 3 * •> 7 

A'*Ji'&,SHft3 ftf 4 «tn7 7/u*;u2£,^n 
y 7 ;i- &*W454 L < li6fl<Dl 
JISS, X»iR 5 tR6li-^^-(CH2) m - (m«± 

(Hi) R 1 t4M ^;u^-e R2, R3, 

R4<0F*IOi}>$r < £ <iloZ«2oJ0l±^(g;^7;V 

* - * &, i&B. 7 ;w * - >i> &, 7 >v * )U + t 
* A- 5 jug, C2~C5<o 7 -> 7'J-*fi- 
A il -f Y m, 7 A> * ii? X )V * ^ f£ 



7***7?;7*+*i,X JiN-7 -> ;u 7 5 

•> 7 ^ h o ^, r 5 J £, fi^ 7 ;v ^ ;u S, 
^Dy>{fcfg;^7;u*;PS, t pa #->«,fS^ 
7^3*yS,7 1 )-*:t-tv$,Ail, + -> 

*>* 

.Rsti*^^?, a y > H^.Ci-Cuco 7 ji- 

SiiTtJ:^??^^;^, R6i±C 2 ~Cn<75 7 
* * * £, fftm 7^y-^S,M7;^- ;u«, 
•> ^ o 7 ;i/ * 7 ;v 3 + •> 7 ;u * ^S, 

77 JW + ^&.^cr y> ft 7 ;u*;ug, i^vMi 
54 L < \±6M OlSiS. XliR 5 .R6«i-Jg 
U-(CH 2 )ni- (m«3X«i4)«--?-ix-?'tijtl!*L ; 

(iv) Ri,R60<#c> f-iH6-C*4»-frtc«±, 
R 2> R 3 ,R4'OF 1 3<0^^ < t i>loJUi2^>U±A<& 
&7)U<!r-A' &, &m 7 )V* -)\,&, 7 ;W * 
^ f" * &, * 5 ^&,C2~C5CO 7 •> A'S, 7 'J — 



n> + *&, * frii -f H,fiS7)K*x**i 

^i,fiii7Jl'*JVX*7 -«'i 1 ft->7t 
h V 7 * )\> 7 5 J 7 >\> * A>m, X tiN-7 v 
1V7 5 ^*«rjgl*L, a«?»***IRT-,^Dy> 
Kf, v7yS,ihoS,7^i,fiil7;H 

7 ^ 3 * -> ^, 7 'J - ;w * + -> * ;u + 
•>l, 3t«±fg;a7;i'3 + ;i/,-jf - ;i/^«-jS;P^ 
-f 

R5t± /> a y > js^F-, Ci~Cn<0 7 ;p * ;w ^, ffi 
t»7 9 fr*)i>m%*1x-?ix&MtZ. ) 

wco^^-c, ©0 7 (5«t7;i-3 * 

4 v 7"f ^ > f- v ^ > f- ;uo J: 7 

®.7 y,7D#ify, 

4 V 7d#* v, r I- *-><0«t ^ ^6^7^^^ 
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v & ; * \ * v iJ * *' - fr, x h 4f -> a ;i> +* - 
a,, -f □ # * -> * ;u - ;u, ~r y * -> * --K - ;u 
<Oili 7 il> =» * •> * >\> # - iHi'f If <b 

■r - 1,3-7- ? >*x x /I/, 2-<"< > f- - ;v, 1,4-^ 
> ? iSx.-ii, 1,6--^ 7 ? ->* x x ;u , l-^ * -fc - 
xf-;^, 2-7" a frt&tf'g i fL* 0 

•> ? o r * * ;v & iz li , •> 9 n 7 n kf ;v, -> 
? n ^ > + i\,X li *> 9 a ^ * v A- i ft 

*;U, 7" l» * y^f^^tftli, 

7 9 ;W * A> 3£ U li , ^ > >" ;U, 3- 7 x ^ ;u 7 



mm 64-9985 (7) 

r')-^*^ySi:ii, 7 * - ;v 
7 f- /U * * v S ^ * f £ 1 tl Z o 

5t L < Ii6li O^JSStJ!? IZ li , SfcJfc?-,K 

l~3M;fr-r*5<> L < l±6fl<0^J|^S^i 
ii^o Mil*. 7'J*,TfnFD7'J*,f 
x-^fr'/u.-fyfTV 'j * * -9- •/ 

; t* 'J ;U, fcf 5 v x )V, \d? V- )V, k!'J / •>* 

ii> f ^Xiixf-iKOJ; t ir;^;i/g,Aoy 
> ffii ^ X li 7 i ^Ji'StiMHTt iv>, 

£• & * Jjfc L ffl fc LTIi, ^ > 7^ 7 

•/•; ;u, ^ > v 7 *.t-/'jx*,t>'#t 'J 
Sift 3 *t t r t i 7 - ;K> l < ii 7 5 
;u,3-7 x =*7"d t';w^(73^®ift>>7 'J - ;K> 



8.tf-> 7 y £coi~3iS-eg&s tltz <> <r»*'^i 

» m , ft tl , I? n « » <n m <n $1 M ffl M 
"C li 10-80%, f4 #J "C Ii2~20%, IL *J T li 10- 

?*h,Hf*7<rh,-'<<fD7-f?-f 

< fc S ^? , <k St * ;u -> 7 a I? <o ffli & M h -5 ^ li S 



? U>^<0^#^^^t7lC5g^, x^-^,-(7 

li li, ^Utyxf-l/yTJ^fl'X-f*,* 
>; 4- * •> x f- u v 7 >v * ;u 7 'J - >v x - f- fr, * 

flSSi J- x f X ') t * •> x f- u > v Afc' ^ > J!S 
Wxxfn-,*') * * •> x -t^u > * i; + + ->y 

jgtxifiPJ, 7 A' + A'KKxXf iHS, 7;U4r^X IV 

> Kia, 7 ;w * ;u 7 'J - ;v x ;v * > Kft, # 'J 

t^yif Jl'* ;Ui%gSxX r ;l/iS^<0 7 

MflJffifcSSAajIcii, V ^x > x ;u* 
7fr#> m&, # ') 7 9 ') U — h , # 'J tf x ;U 
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7 A> n - H.^} if u -h fl, # * -> > A- -t ;w 
d - X(CMC), t K n 4- v i f- ;l/-b ;u o - x 

c«>$S9Hb j&skjs is-cifeo 
is j& *j , a y - n j , s * & m , « m m , ® * aj , « « 

Srcssit-r act 

^(CH 2 ) n -R 7 
N 0 



Ri^^NH— (O^-Ra (ID 



-is*' 

N R 2 

/(CH 2 ) n -R 7 
NH O 



NH— <^"R3 (ID' J 



KfflOa 64-9985 (8) 
(Ri.R2,R3.R4li-ti2o£&fcffi c, R 7 (± >* 

t„ ) 

- <0£i£.li(II)$, * n »±(II)'f g ? ft .Mb£ 
->u>^)cf>, -20 o C^130 o C<o$SE-C5)£. $ -£ 

Re*** *<b£-©<o£-j£;fr&-c*>* 0 

(II )1b * tWi(II Wltte® li , 



u u 

Rx^^NH-/0^ 



R» 
Ra 

^^R 2 



-CSSft-Sp-* h 7 5 K»S»flck % 

R7-(CH 2 )n-NH 2 Tg? a* r;>i niSL^m 
^CiotSfiOltJii, fcfc, Ri,R 2 ,R3, 
Rj. R7& mi ± e <n jg « t ra £ -e * a . 

&m B) 



R 2 



5t(I) 



R8- 



NH 0 



Rl NH _<g^ R3 



(III) 

R 2 

+ 0^1 



5t(I) 



(Ri,R 2 ,R3,R4«±±s2<o^^ 1 1^ c, Rgiir 
>v *)\>& t v ? o r * * n,& f 7') - 

-<o^si±(iii)-cg?ft*-((:^-^ t •/if^ 

>,*->U >!£)<}>, -20 o C~130°CO^ffl-caic. 

fcKJ: t)fit>tiZ> 0 R 5 i<frmm>??B. 

*. 

(IH)O-fb-g-ftli, 



R4 

Rl^^NH^g^Rg 



Ti?$ft*p.<5r h 7 5 K»i»ttfc % R 8 NH 2 -C3c 
?ft*7 5 > twK*«a-frcj: oT^^fCtft, 
ft-So fcfc. Ri.R 2 ,R3.R4a.y f R8fi±I20 5ta 
£ (si cr*4, 

^(CH 2 ) n -R 7 
N 0 



Ri-^^NH— (O^-Ra (ID 



R 2 



^-(CH 2 ) n -R 7 
? H ° R4 



NH-(O^R3 (II)' 



R 2 



RsNfjAp 
Re 



(I) 



R 2 



Rio (IV) 

(Ri. R 2 , R3, Rj, R5, Re, R7, nii tUs E o 5e & u m 
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7xi>$X tiR 9 £ I/Rio* 4 * r * * * & <D 

c <o#&(±(ii)afe * ^M±(ii)'-c« ? tizit-fr 
^)t(N)TSi^fii>it^^lt im»ur, *>* 

> ) * , JJD & T(fll x. 100~170°C) K R IE S * * 

(ID, (ii /oft-frtttt, A-c&^tzX&iz 
i 9, t tz(N)<r>1t&<fol±s f£ Jfc BE *Q <0 # & 
(Chem. Pharm. Bull., 31, 1896(1983) ; ft ffl BB 
54-106478"f-fi$fl ; PI 61-22077^ &$R#ffi»)U J: 
I) •?■ it <P it 18 it 1" * £ t ri { ffi * * . 



ftfflB 64-9985 (9) 




(I) 



(Ri, R 2 , R3. R4, R5, R«, R8, R9, Rio '* mf 12 o 5£ 
- o i±(in )-cg? $ it 4 it&® t (iv)-eg s 

>,jf> + \,>)$> % ijas*T(CTxiirioo~i70°C)u 
ElES-fr* .1 t K £ i} fx *>it* 0 

(III)5.U f (IV)0'fb^^«i, -e-it-fii^&B&tf 

asm e) 



(CH 2 )n-R7 




(I) 



R5 (V)' 



(Ri, R2, R3, R*. R5. Re, R7. n«± tif IS <o 3e A K R 
; <D^a»i(il)Xt±(ll)"c« $ it*<b£-*&> 

*.{£ * is U >, A is * U > * W * a 9 - 



(ii), (ii yofk ^ftA-eiE^fe^ftu 

1. N-(2,6- v x f- ;u-4- * f- ;u x >i> 7 4 :=- ;u 
7 x - ^)-5,6- ^ f- ^-4- * * V -2- 7* a kf ;U. 
4H-kT7 >-3-*;V^** 5 K 

2. N-(2,6- v x f- ;U-4-^« f *XJl'*i*7x 
- ;v )-5,6- >' > f- ;v -4- * # v -2- 7* n e ;u -4H- kT 

3. N-(2,6--V x f- ;U-4-f- i->7tl«7i = ;V). 
5,6- J>>f * -4- * * V -2- 7* n tf ;l/ -4H- tf 7 > -3- 

* ;i/ # * * $ K 

4. N-(4-T 'J ;U-2,6-->* x f- /I/ 7 x - A/)-2-7** 
A'-5,6-v> f-;U-4-* * V-4H-t:9 V-3-* 

* 5 K 
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5. 2- 7 * ^-N-(2,6- v x ^ ;V-4- >f ;l/f t 
7 x x ^)-5,6- > ?• A, 4- * * V -4H- fcf 7 > .3. 

6. N-(4- r -t * ;U-2,6- v x ^ ;w 7 x x ;U)-5,6- 
f;M4^V.2.yo kf^-4H-fc: 7 >-3-rt ;u 

7. N-(2,6- v x ^ ;V-4-> ;u # 7 |> y x - 
5,6- v > ^;U-4-* * V.2-y n fc? ;i/-4H-fc: 7 >-3- 

8. 2-7f ;U-N-(4- r -tr ;U-2,6- >' x f- ;u 7 x 
- ^)-5,6- >' > ^ ;U-4- * * v -4H- kf 7 > -3- * ;u 

k 

9. 2- r f- ;U-N-(2,6- >' x ^ ;U-4. > ;M 7 1 F 
7 x x ;U)-5,6- > > f - ;U-4- * * v -4H- bf 7 > -3- 

10. 5-x f- ;U-N-(2,6- v x )U-4-S f jl/f t 
7 x x ;v).6- ;< ;U-4- * * v .2- 7* b tf ;V-4H- fc" 
7 > -3-:* ;W S K 



(10) 

11. 5-x f- ;U-N-(4-7 V ;l/-2,6- > # x f- ,u 7 x x 
^)-6- >f;M4 + V.2-yo tf ;l,-4H- £ 7 > -3- 

12. N-(2,6- x ^ ;U-4-,< ^ ;U * * 7 x x 
4,5,6,7- x h 7 K n-4-* * 7-2-7" n fc?;U-v ? 

*[b]£7 >-3-* + ^ K 

13. 2- r f - ^-N-(2,6- v x ^ ;U-4-> f- ;l/ t 
7 x x ;l/)-4,5,6,7--r h 7 Ko^-t * V-v ^ n 
^ > * [b] £ 7 > -3- a ;U * -fr * K 

14. N-(4- 7 'J ;V-2,6- y x ^ ;u 7 x x 
4,5,6,7- x h 7 t Kn.4-t * 7-2-7*0 t: ;W-> * 
d ^ > 9 [b] tf 7 > -3-rt JU # * -9" * K 

15. N-(4- T «| ;U-2^6- v x f - ;u 7 x x ;U)_2- r 
f- ^-4,5,6,7- f h 7 t: * 7-v ? n ^ > 
*[b]b: 7 >-3-*MU***-^ k 

16. N-(2,6- y * + )V X )V 7 4 - )V 
7 x x )V )-4,5,6,7-f- F n.4.* * y.-> ? n 
^ > ^ [b] t: 7 >-3-# ;u # ^ * 5 K 



17. N-(2,6- V x ^ ;U-4-^ ;U X ;P ^ x /u 7 x 
^^)-4,5,6,7--f h 7 t: Kn-4-t ^ 7-2-7^0 £;U. 

n^> ^ [b] tf 7 >-3-*^**** ^ K 

18. N-(4- T -t ~f- )U-2fi- v x ^ ;u 7 x x 
4,5,6,7- f* h 7 b Kn4-t+V.2.yo bf v ^ 

*[b]k?7 >-3-* 5 K 

19. N-(2,6-v x ^ ;U-4-^< 3- ;U X ;U 7 <f x ;v 
7 x x ;u)-2-7-^;u-4,5,6,7-x h 7 t ^ 
V-v* a^c> ^[b]£7 >-3-*;i/^ + ^ ^ K 

20. N-(2,6- v xf iM.>f ^X;l/7 * x ;l/ 
7x-^).2.yfJM,5,6J.r h 7 t KD4.t^r 
y.->^ *[b]£7 >-3-^7 ^ K 

(DEifcM) 
^JfiCT 1 

N-[2,6- *>' x ^ ;U.4-(1- £ ^ »J v - ;l/ > ^ 
^)7 x x ;u]-2,6-'>' ^ f- ;i--4-^ * 7-2-7* a £ 
4H-t: 7 >-3-^ + ^ h\ N-[2,6-xx^;i,. 



4-(l- £ ^ »J x ;u > ;w) 7 x - ;l/ j 7 ^ h T ^ 
K 6.6g (16.4mmol), N,N-'>* K 7 x > 

2.2g(36.8mmol) t h )l> x > 50ml <0 j!L it fy) Z 
60 o CT7.5HrftDa L £ 0 *^L/-*tigfiJO 
N,N-v > f-;i/ t K 7 h ;U x > (lOml) t * 

hi? <tt > 3.46gO h ;l/ x > lOmiv§ ffi 20$^ M 
-C«TL. HK1.5Hr»0&i3SL*: o « 

I, a II C^L/: 0 

^ ^^(50fiftgB),^ > h^>f h(25fiSIB), 
y ^.9047(*#Mb^M,2fiafB), y ;u 

# - ^-5039(m »ft*« f 3*«3B)*a*L, 
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JfUUOa 64-9985 (11) 

tiboM&^t iftf£* x ') r-200fiffig|5t til 







1 




2 


25%)£fi}*Pi!ilJ 


3 


50%)j!cSffli!ilJ 


4 


75%$5:#PililJ 


5 





17 SV Ui « A sr ( LA 7 i t It. Q Tl 



iK I 





Ri 


R 2 


B3 


R4 


as 


Re 




ffli .6 <°C) 


1 


11C3H7 


2-C2H5 


6-C2H5 


4-CH 2 -N^~\ 


H 


CH 3 


A 




2 










CH 3 


♦ 






3 ! 


* 






4— 0— ph 


H 


* 






4 










CH3 




* 




5 


* 


* 




4-CH 2 -CH=CH 2 


H 








6 


* 








CH 3 


* 


* 




7 




* 




4-CH 2 ph 


H 






65-69 


8 




* 




♦ 


CH3 


* 






f> 








4-SCH3 










10 








4-NHCHO 


* 








1L 




* 




4-SCH3 


H 
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J$raD364-9985 (12) 

3< II 





I R 




N M R 




p=cra-l 






m & 


i 






0.99 (L3H), 1.17 (L6H), 1.30-1.85 (m.8H), 2.34 (s.3H), 


cdci3 


2 






2*!!, (t 2£' "•I*- «>. 1-30-1 J5 (m.8H), 2.02 (s.3H), 
2.34 (s.3H), 2.20-2.50 (m.4H), 2.60 (q 4H) 3.20ft.2H> 
3.42fa.2HV 7 09,rs.2H). 11.17fhr 1H) ^ ^ 2H), 




3 






1.01 (t 3H), 1.14 (t 6H), 1.78 (six. 2H), 2 28 fa 3H) 
2.59 (q.4H), 3.25 (t.2H) 6.26 (s. IH)/' 6.85 (s 2H^ 
6.8-7.5 (m. 5H). 1 1 .05 (hr 1 H) m% 


CDCI3 


4 


1659, 1683 


neat 


S'SSHS' 114 < t6H >. 1-75 (six. 2H), 2.31 (s. 3H), 
2.00 (s. 3H), 2.59 (q. 4H), 3.21 ft. 2H), 6.85 (s 2H), 
6.8-7.5 fm.5H>. 11.18 fbr lH) 




5 


1603, 1657 , 1683 


neat 


1.00 (t3H), 1.16 (t.6H), 1.77 (six. 2H), 2.29 (s.3H), 
HI q ' 4 % 3 20(t - 2H) ' 3.30 (d.2H), 4.91-5.25 (m. 2H) 
5.90 (m.lH), 6,23 fa. 1H). 6.Mfa.2H). mfi7(hr.lH) 1 


cdci3 


6 


1653, 1675 


neat 


0.98 <t.3H), 1.17 (t6H), 1.77 (six. 2H), 2.00 (s.3H) 
2.32 (s.3H), 2.58 (q.4H), 3.20 (t.2H), 3.32 (d.2H) 
4.85-5.25 (m.2H). 5.90 fm IH). 6.87 fa 9.H). n.07 (brim 




7 


1600, 1650 , 1685 


KBr 


1.00 ft. 3H), 1.14 (t.6H), 1.77 (six. 2H), 2.28 (s3H) 

HI { q '3 323 (t " 2H) > 3 92 2H >' 6.23 (s IH), 
6.89 (s.2H). 7.15 (s.5H). 10 92(br.lH> 


cDCb 


8 


1685 


neat 


0.97 (t.3H), 1.14 (t.6H), 1.73 (six. 2H), 2.55 (q.4H) 

3.17 (t.2H), 3.90 (s.2H), 6.86 (s.2H), 7.17 (s.2H) 

11.10 (br.lH). 1.99 fa.3H). 2.32 fa. 3H) 




9 






1.00 ft. 3H). 117(L6H> 1 77fai* om oaa/« qu, 
2.33 (s. 3H), 2.45 (s. 3H), 2.60 (q. 4H), 3.22 ft 2H) 
7.00 fa. 2H). H.lO(br.lH) 4 


cDcia 


JO 


1672 


neat 


1.00 (L3HJ, 1.16 (t.6H), 1 .80 (six. 2H), 2.03 (s 3 H) 


CDCI3 


11 






0.98 (t3H), 1.16 (t_6H), 2.30 (s.3H), 2.45 (s.3H), 
<Z 6 J% 4H ^ 3 - 2(Ht - 2m ' 6 - 22 ^lH). 6.97 (a. 2H). 


CDCI3 



m 

mm 

iUJ 
-ten 


S9 


,\ 

n 

V 


i-t 


CSJ 


1-t 


CN 




10 


m 


W 






in 


in 


CO 




CO 


"<* 


m 


m 






«— f 


t— 1 
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-\ 


1— i 
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CM 


CO 
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m 
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CO 




in 
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'tr 
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»— t 


<N 




CM 


CO 
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in 
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in 


CO 




CO 




m 


m 


CM 


CO 


in 
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O 

CM 


O 
O 

*H 


O 

CN 
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O 

1— 1 


0 

CM 
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1— < 


O 

CM 


O 
O 
f-H 


O 

CM 


0 
0 


0 

CM 


0 
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O 

CM 


O 
O 


0 

CM 


O 
O 

T— 1 


0 

CM 


0 
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O 

CM 


0 
0 

I— 1 


0 

CM 


0 
0 

f-H 


Jut/ 






CO 






to 




CO 




C 


•i 




H 
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